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Uploading C:\Program Files\Stnexp\Queries\10597022d . str 
LI STRUCTURE UPLOADED 

=> d 

LI HAS NO ANSWERS 
LI STR 



H 




Gl Ph,OH 
G2 Hy,Ph 



Structure attributes must be viewed using STN Express query preparation. 



=> s 11 sss full 

THE ESTIMATED SEARCH COST FOR FILE ' REGISTRY ' IS 191.05 U.S. DOLLARS 
DO YOU WANT TO CONTINUE WITH THIS REQUEST? (Y) /N or END : y 
FULL SEARCH INITIATED 12:02:29 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 3922523 TO ITERATE 

51.0% PROCESSED 2000000 ITERATIONS 125 ANSWERS 

INCOMPLETE SEARCH (SYSTEM LIMIT EXCEEDED) 
SEARCH TIME: 00.00.12 

FULL FILE PROJECTIONS: ONLINE ** INCOMPLETE* * 
BATCH ** INCOMPLETE** 
PROJECTED ITERATIONS: 3922523 TO 3922523 

PROJECTED ANSWERS: 199 TO 291 

L2 125 SEA SSS FUL LI 

=> file caplus 

COST IN U.S. DOLLARS SINCE FILE TOTAL 

ENTRY SESSION 

FULL ESTIMATED COST 192.52 192.96 

FILE 'CAPLUS' ENTERED AT 12:02:52 ON 23 AUG 2010 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 
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AB The title compds . I [Rl = H, alkyl, cycloalkyl, etc.; R2 = alkyl, alkenyl, 
cycloalkyl, etc.; R3 = 6-membered monocyclic aryl, 5-6 membered monocyclic 
heteroaryl, etc.; Y = CO, CS, CH2C(0), etc.; A = CH20, CH2CH2, etc.] that 
act as agonists of the a7 nAChR, were prepared E.g., a multi-step 
synthesis of II.2HC1, starting from piperazine-2-carboxylic acid.2HCl, was 
given. Compds. I were tested for binding affinities for a7 nAChR on 
PC12 cells and exhibited IC50 values between 1 nM and 10 |uM. Also 
disclosed are pharmaceutical compns., methods of treating inflammatory 
conditions, methods of treating CNS disorders, methods for inhibiting 
cytokine release from mammalian cells and methods for the preparation of the 
novel compds. I. 

IT 960532-94-9P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 
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CN 1-Piperazinecarboxamide, N- [4- [ (phenylamino ) carbonyl ] phenyl ] -2- [ (3- 
pyridinyloxy) methyl ] -, hydrochloride (1:2) (CA INDEX NAME) 




• 2 HC1 



OS. CITING REF COUNT: 



THERE ARE 1 CAPLUS RECORDS THAT CITE THIS RECORD 
(1 CITINGS) 



ANSWER 2 OF 4 CAPLUS COPYRIGHT 2010 ACS on STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 

PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2003:5961 CAPLUS 
138:56245 

Preparation of proline derivatives as oxytocin 
agonists 

Pitt, Gary Robert William; Roe, Michael Bryan; Rooker, 

David Philip 

Ferring BV, Neth. 

PCT Int. Appl., 70 pp. 

CODEN: PIXXD2 

Patent 

English 



PATENT NO. KIND DATE 



WO 


20030006 


i92 




A2 




20030103 


wo 


20030006 


i92 




A3 




20030515 




W: AE, 


AG, 


AL, 


AM, 


AT, 


AU, AZ, 




CO, 


CR, 


CU, 


CZ, 


DE, 


DK, DM, 




GM, 


HR, 


HU, 


ID, 


IL, 


IN, IS, 




LS, 


LT, 


LU, 


LV, 


MA, 


MD, MG, 




PL, 


PT, 


RO, 


RU, 


SD, 


SE, SG, 




UA, 


UG, 


US, 


UZ, 


VN, 


YU, ZA, 




RW: GH, 


GM, 


KE, 


LS, 


MW, 


MZ, SD, 




CY, 


DE, 


DK, 


ES, 


FI, 


FR, GB, 




BF, 


BJ, 


CF, 


CG, 


CI, 


CM, GA, 


CA 


2450480 






Al 




20030103 


AU 


2002304464 




Al 




20030108 



APPLICATION NO. DATE 



WO 2002-GB2872 20020624 

BA, BB, BG, BR, BY, BZ, CA, CH, CN, 

DZ, EC, EE, ES, FI, GB, GD, GE, GH, 

JP, KE, KG, KP, KR, KZ, LC, LK, LR, 

MK, MN, MW, MX, MZ, NO, NZ, OM, PH, 

SI, SK, SL, TJ, TM, TN, TR, TT, TZ, 
ZM, ZW 

SL, SZ, TZ, UG, ZM, ZW, AT, BE, CH, 

GR, IE, IT, LU, MC, NL, PT, SE, TR, 

GN, GQ, GW, ML, MR, NE, SN, TD, TG 

CA 2002-2450480 20020624 

AU 2002-304464 20020624 



TOh 



23/08/2010 



10/923, 271 



EP 1399436 
EP 1399436 

R: AT, BE, CH, 
IE, SI, LT, 
NZ 530035 
HU 2004000368 
HU 2004000368 
JP 2005500317 
CN 1606553 
AT 291021 
PT 1399436 
ES 2239717 
RU 2309156 
ZA 2003009626 
IN 2003DN02178 
MX 2003011980 
NO 2003005772 
US 20040235753 
HK 1064666 
PRIORITY APPLN. INFO.: 

OTHER SOURCE (S) : 



A2 20040324 

Bl 20050316 
DE, DK, ES, FR, GB, 
LV, FI, RO, MK, CY, 

A 20040625 

A2 20040830 

A3 20070529 

T 20050106 

A 20050413 

T 20050415 

E 20050729 

T3 20051001 

C2 20071027 

A 20040512 

A 20071214 

A 20040326 

A 20031222 

Al 20041125 

Al 20050527 



MARPAT 138:56245 



EP 2002-732974 

GR, IT, LI, LU 
AL, TR 

NZ 2002-530035 
HU 2004-368 



JP 2003- 

CN 2002- 

AT 2002- 

PT 2002- 

ES 2002- 

RU 2003- 

ZA 2003- 

IN 2003- 

MX 2003- 

NO 2003- 

US 2003- 

HK 2004- 

GB 2001- 

WO 2002- 



507095 

■812584 

■732974 

■732974 

■732974 

■136152 

9626 

■DN2178 

-11980 

5772 

■482102 

-107317 

■15515 

GB2 8 72 



20020624 

NL, SE, MC, PT, 

20020624 
20020624 

20020624 
20020624 
20020624 
20020624 
20020624 
20020624 
20031211 
20031212 
20031219 
20031222 
20031224 
20040923 
A 20010625 
W 20020624 




Y X Gl I 



AB Compds . I [Gl is an amino group; G2 is an amino group or a fused 

polycyclic group; XI = O or NH; Y = O or S; R1-R3 = H, alkyl, alkoxy, F, 
CI, Br; R4, R5 = H, alkoxy, benzyloxy, F; or R4R5 = :0, 0(CH2)2-30, or 
S(CH2)2-3S (with provisos)] were prepared as selective and potent oxytocin 
agonists for treatment of erectile dysfunction. Thus, 

4-methyl-l- [N- [ 2 -methyl- 4- (2,3,4, 5-tetrahydro-l , 5-benzodiazepin-4-on-l- 
ylcarbonyl) benzylcarbamoyl ] -L-thioprolyl ] perhydro-1 , 4-diazepine was prepared 
by coupling of 1- ( 4-aminomethyl-3-methylbenzoyl ) -2 , 3 , 4 , 5-tetrahydro-l , 5- 
benzodiazepin-4-one with 4-methyl-l-L-thioprolylperhydro-l , 4-diazepine 
(prepns . given) . 

IT 1055045-69-6 1055045-70-9 
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(Preparation of proline derivatives as oxytocin agonists) 
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Absolute stereochemistry. 
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RN 1055045-70-9 CAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [ [4- [ (butylphenylamino ) carbonyl] -2- 

chlorophenyl ] methyl ] -2- [ (hexahydro-lH-1 , 4-diazepin-l-yl) carbonyl ] -4- 
methoxy-, (2S,4R)- (CA INDEX NAME) 

Absolute stereochemistry. 
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AB Hydroxypicolinic acid derivs., such as I [Ql = O, imino, aminoimino ; Q2 = 
alkyloxy, alkylthio, cycloalkyloxy, cycloalkylthio, amino, etc.; Y = H, 
OH, NH2, N3, CN, N02, alkyloxy, alkylthio, acylamino, etc.; Z = H, alkyl, 
aryl, allyl, propargyl, cycloalkyl, etc.; n = 0, 1], were prepared for 
agrochem. and pharmaceutical use as fungicides. Thus, picolinamide II wa 
prepared by amidation of 3-hydroxy-4-methoxypyridine-2-carboxylic acid wi 
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4-phenoxyaniline using 1-hydroxybenzotriazole and 
1- (3-dimethylaminopropyl) -3-ethylcarbodiimide hydrochloride in 
pyridine at 75-85° for 1-2 h. Fungicidal biol. testing 
data for the prepared hydroxypicolinates was not presented. 
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(N-substituted with CONHPh, COPh, etc.); R4 = absent, alkyl, alkenyl, 
etc.], modulators of CCR3 useful for the prevention of asthma and other 
allergic diseases, were prepared and formulated. E.g., a multi-step 
synthesis of II was given. Compds. I are effective at 1.0-20 mg/kg/day. 
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AB The invention concerns title compds . I and their N-oxides, 

pharmaceutically acceptable addition salts, quaternary ammonium salts, and 
stereochem. isomeric forms [wherein m, n, p = 0 or 1; Rl = (un) substituted 
pyridinyl, pyridazinyl, pyrimidinyl, pyrazinyl or phenyl; B = amide, 
ketone, or oxadiazole; D = (un) substituted aryl or heterocyclyl ; Q = bond, 
CO, (un) substituted NH, CONH, CH2, CH(:CH2), C(:NH), SO, SO, 3-oxobutenyl , 
pyrazole, isoxazole, or thiazole nucleus; L = (un) substituted aryl or 
heteroaryl; R2, R3 = H, halo, Cl-6 alkyloxy, or (un) substituted Cl-6 
alkyl] . Also disclosed is a process for their preparation, compns. comprising 
them, and their medical use. The compds. show growth inhibitory activity 
against T cell blasts and keratinocytes in vitro. The compds. are claimed 
for use in the treatment of prevention of rheumatic, arthritic, and 
inflammatory diseases, psoriasis, T cell leukemia, transplant rejection, 
and graft-vs . -host disease. For instance, base-catalyzed cycloaddn. of 
N-hydroxy-3-pyridinecarboximidoyl chloride with Me 2-propenoate gave 98% 
Me 4, 5-dihydro-3- (3-pyridinyl) -5-isoxazolecarboxylate, which was amidated 
with (4-aminophenyl)phenylmethanone to give 58% title compound II. At a 
concentration of 10-6 M, II gave 81% inhibition of T cell blast formation in 
human whole blood. 
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